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(57) Abstract: 

PROBLEM TO BE SOLVED: To obtain the subject new 
compound useful as an intermediate for producing 
medicines of treating agents for diabetes and 
hyperlipemia, etc. 

SOLUTION: This compound is a benzoic add derivative 
expressed by formula I [R^ is a 1-30 alkoxy, H, etc.; 
r2 is H or a 1-3C alkyi; (n) is 0 or 1], e.g. 
5-(2,4-dioxothiazolidin-5-ylidene)methyl-2-methoxy benzol 
c acid methyl. A compound of formula I is synthesized as 
follows: at first, a compound of formula II and a 
compound of formula III are made to condense to each 
other e.g. in an organic solvent such as CqHq using a 
secondary amine, etc., as a catalyst at a reaction 
temperature ranging from ambient temperature to the 
refluxing temperature of the solvent to produce a 
compound of formula IV; subsequently, the obtained 
compound of formula IV is reduced by hydrogenating e.g. 
in an organic solvent such as ethanol or ethyl acetate 
at ambient temperature or under heating in the presence 
of a catalyst such as palladium/carbon under hydrogen 
pressure ranging from atmospheric pressure to 



4kg/cm2 to obtain the compound of formula I. 
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10 0 0 51 *5SM«>-«^ ( 1 ) ^-*5v^-c, rffi«T*40 



d^VSj ttt. 3^b=Sr'>> T'ojK^v' 

^, ia^tL.<tt^>teb:fe^i^»:l~3CDt®*s^tf ^ 

mi tit. ;><^/Wv 3:^/K T'aK'/v^, iK<Ktb<« 
1 0 0 0 6 1 ;^:|gSg(cHi-5M«'(b'S-^ (1 a ~ 1 c ) 
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[0 0 0 7] AiSfe(-*3V^r— (la) -cfcs^k-g^ 
(4) <D-fls-g-i|&S:a7ci-Sii:l-.}:t)^fife-e# 

^„ *fCi£i>S;'<C?>(i^^^''^W^**^ (la: R^«s^* 
~ 3 (D<Sigir /w^/v-*) f**P*:»^i"S i: I- i 9 
ffi^-rS;*?/V"J«i^S^fl^«^ (1 a = R'«5*^) 

s. ffl5SiHlsf-Cifee-)9SS; (4) -c^h'bit^mi-^^ 
(2) (D'{t^m^^ (3) »'(b^«3Sr«S-g-i-Sri:«-<J; 
9-g-^t?#S. aS(4*«l^iE> 'P!J;ttf'<v-gi^. h/v 

^m~^iS^5i«it?aST?tT pit s*^^ ^««3iiiitm 

A. tf-<yi^v^) i:*(!:iPfRl-1-5wfcJcJ:oTttT5 
[0 0 0 81 BifetC*SVN-C-iB!* (lb) -cfcS^b^ 

tt-j^sc (7) (Di\:^m^^^^mi:^m^-^tcm. *p 



30 



40 



^l^yi^A^) S^^U-Cti^vv i>c<DiP*^)-»S*£:fi 
^-|4^^-fr-C=ff 5 ii*'"^^- fc^v^tt^ 

-r5it*s»*'-v\ (7) -t?*> 

S-fb-g-ifefi-^^^ (5) (Dit-^m^i^r:/^^J^Mt\. 

^, ( 6 ) (Dit-^«^ t p« w /v^^-f r y w-f 

->a> (Meerwein Arylation ) ^^^:itKX9Wt 

*^K^<o#«£T-«!;* (5) •cfc5^k-&'»*s«BBfe-?- 

(6) ■r^iy^^[:-^m(D^^T\'mmM<Dmim-m. 
[0 0 0 91 c&(c^3v^r-«s* (i c) t?fc5^k'g-!^ 

(9) <D.fk-^!^(c^;tm«Srf^ffl$-li:fc«. *P 
TK^^^-rSitt-J^^Si'^'^^^o ^^^^ 
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10 0 1 01 HR^ (9) T?fc2.^t-a^&»-«i;* (8) 

taS-ctT5rfc*s-c#5. (8) -e*)54b^«»* 

(2) -e*>5'fb'&'^(-'>T>"(l:«i^f^ffl^-*s^ 

<?'ffck#&«5^TK b y ^ ^/wvy /WVT^ KSr5K}^~ 

mmk^mmm (1.3 y 7 i^m <om^mm 
(2) <0'fb'^iK)Sraie8ft^#*n!fet L^t 

100 1 ii 

DMF N, N-i^^^/l'*>'l'^"^5 ^' 

'H NMR 7*13 bV*^^*"-^^'^^ 
MS Ki;^-?^' b/v 

CDCl, JaKlH^b^'cic*^'^-^ 

[0 0 121 ^mmi 

5- (2. 4-i?;^-^y^ryyi^v-5-^y9'v) 

5-3jx/V5/V-2-^ bdfv'^-i-«K^'?->'^ (490mg). 
^XV^y i>i^-2. 4-i?;4->' (358iiig). i^KTV*- 
1>A (401mg)> (O-Sml), '<>'-^:^ (10ml) (OU^ 

^^^^ „ ^ _ U-C 4 l^MJPfi31i5it 
Lfco «faUfci^SSr«SlU, -^V-^^, 20%T 

t U-C 634nig (86%) #fco 

'H NMR (d.-DMSO) . S = 3.83 (3H. 
s) . 3.90 (3H. s) . 7.34 (IH. d. J= 9.3H 
z) , 7.79 (IH. s) , 7.76-7.83 (IH. m) , 7. 
87-7.92 (IH, m) , 12.59 (IH. s) 

[0 0 131 smM2. 

5- (2. 4-i^;*-^y^T:/yi?V-5-W/V) 

5- (2, 4-v?;*-^yf"T:/yi^v-5— fy^'^') 

^^,^_2-^ (9.52g) «rDM 

F {250ml) ICS® ^ia> 3.5kg/cmMi:7K*AnffiT10 

%^<7i>^J^/'^^ (10. Og) -CTk^^bLfc. R/^T^^s 



=50: 1) -CWJiU BW^b'g-tfSrT^/V'^r^^tb-C 
5.88g (61%) »fcc 
MS (m/z) : 295 (MO 
[00 1 41 gg1ifi^J3 

5- (2. 4-i?:4-^y^T>/yi?V-5— f/V') 

10 5- (2. 4-i?;t=>ry^r>'yi?v-5— r/v) 

,V,_2-^ bi^V^A^iJ^^/l' (6.39g) CD^^/- 

(120ml ) mmmKymit-Thv^j^yi^mm i^i^mit 

-rhV^J" 5.47g, * 30ml ) Sr*D;t60'ClCjP^Tl 

mmmnvt^ (ioomi)sr*p;tWii^ 

aKl'fb-&«&Sr«^ife^t'--^3.93g (65%) 
182. 0 -184. 0 X: 
20 'H NMR (de-DMSO) , 5 = 3.06-3.56 

(2H, m) . 3.80 (3H, s) , 4.90 (IH. d d. 
J= 8.1. 4.8Hz) , 7.07 (IH, J= 8.6Hz) . 
7.38 (IH, dd, J= 8.6. 2.4Hz) . 7.52 (1 
H. d. J= 2.4Hz) . 11.50 -13.00 (2H. B 
r) 

[0 0 151 mmm4 

2_yi3^-3- (3-^ ^=^v*/^#^^/^-4-7/^ 
5_r5y-2-7/i';a-n^S#il^^/v. (4.12g) <D 
30 47%A'fb7K^K (11.4ml) > (20ml) . T-fe 

v> (50ml) ^*Ricj^-7j<?&*p«i^T. mmmi-hv^ 

(1.18g) (Sml) i^mmi^X. 
Sr'»oJ:5{c»0-D< O^STbfco ^<D**305)-K«J^1- 
fc^. *?»Sr»-fb. T^J'y^wK;^^''!' (13.3ml) ^*P 
itU<||*^U**5^K'(b^-^ (225mg)^^>firo 

^-r h.<; *<?»lit?^fcv^. M^esK-^- hv^ 

40 ^YiT^^-i- (JSMiSJKn— =^r1^V : glf^^^/V= 
10 : 1 ) -C)»i!l a W^b-a-*!) trJffi^^l^ t UT 3. 48 g 

(45%) #fc. 
'H NMR (CDCl,) . « : 3.25 (IH. d 
d. J= 7.3, 14.6Hz) s 3.46 (IH, d d, J = 
7.8, 14.2Hz) . 3.75 (3H, s) . 3.93 (3H. 
s) , 4.38 (IH. t. J= 7.8Hz) , 7.09 (1 H. 
d d, J= 8.8, 10.8Hz) . 7.38 (1 H, d d d, J 
= 2.4. 4.4, 8.8Hz) , 7.80 (IH, dd, J = 
2.4, 6.3Hz) 
50 MS (m/z) : 318, 320 (MO 
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5- (2, 4-i?^=^y^Tyyi^i'-5-'f/V') 
/V— 2 — ^/VJ^a^S^K 

2_-/p^_3- (3-^ bdfV;»/V-*'::^/W-4-7/V 
^cf;4-^S^p«^/V' (1.22g) (O^i^/ 
-/v- (40ml) ^K'^:i-mm (356mg) SrAP;t. 11^M*P 

mStl-fc^- ai—T^/W {20ml) , n-'^^f'i^ (40m 
1) i:M^X^<O-^i^l0»mmWVfc. ^^Srigmb. 

6Ni£®E (20ml) :^M±X smmMmMmX^ 

U BW-fk-^i^Sr^fBt l-"^ 403mg (39%) 
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*= 4.4, 14.2Hz) . 4.95 (IH. d d. J= 4.4, 
8.3Hz) . 7.27 (IH. d d. J =8.3. 10.8H 
z) . 7.51 (IH, ddd, J=2.5, 4.9. 8.3H 
z) . 7.74 (IH. dd. J= 2.5. 6.8Hz) . 12.0 
5 (IH. s) . 13.28 (IH. s) 
MS (m/z) : 269 (M* ) 

[00 1 91 mmm8~9 
mnm 7 1 \^xm 2 <o^t^^mt, 
[00201 
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5- (1 -VT/- 1 -t Fci*^/;^'^''^) 
Kpt^/K55.61g) , 3^itm^ (996mg)<0«^kP«^l^ 
/Ui^])/l^->T^Y (48ml) §r*B;t> -^rcO** 6.5^M« 

*t;!i<ssK-^by i?-^'^*^**^^ »ETai*suyt, 

gieis^l. (400ml) IC^^SU. 2N 

iAWt (200ml) S:AP;t. Sfi-ei. S^Wifeeb^. SJ&n 
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JS^i^StU-C 39.41g (62%) 

145.0 ~148.0 
MS (m/z) : 221 (M' ) 
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5- (2, 4-i?;«-^y^Tyyi?:^-5— f/W) -2 

b^^iX^.&«®^5- (l-j7na-l-VTyp'^ 
^V) _ 2 - p< h ^ ^/V' (2. 37 g ) <03i ^ y 
-/V (30ml) (910mg)=&JD^3l*raJD«ft 
JffiiiELfc. 3N«[ife (30ml) ^Sr;!)P^16I^M*Ilfia 

(50ml) tJ:^«U*B6^l2-^hy^'-^* 

^ (^^■fl:-?- M) tl'A : 2. 50g, * : 15ml) Sr*P;t60 



^ J; 9 ^jgs L B W^fc-a^KlSrS'Jltfe^S t L-Cl. 10 g 
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[00281 gg«S«lll9~21 
^«a|18fc VXm 5 ro^k-g^^Wfco 
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